Masanobu SUGAWARA et al. Docket No. 01 1392 

wherein R 3 represents an optionally substituted cyclic or noncyclic alkyl group having 1 to 30 carbon 
atoms, an optionally substituted aralkyl group having 7 to 30 carbon atoms, an optionally substituted 
aryl group having 6 to 30 carbon atoms, an optionally substituted alkenyl group having 2 to 30 
carbon atoms, or an optionally substituted alkynyl group having 2 to 30 carbon atoms; and P 2 has 
the same meaning as P 1 as described above or represents a hydrogen atom; 
or its salt characterized by comprising treating an optically active N-protected-aziridine-2-carboxylic 
acid represented by the following formula (3) which is produced by a method as claimed in claims 
1,2, 4 or 5 : 

N (3) 
P 1 



wherein P 1 and * are each as defined above; 

or its salt with an organic metal reagent represented by the following formula (5): 

R 3 M (5) 
wherein R 3 is as defined above; and M represents an atomic group containing an alkali metal atom 
or an alkaline earth metal atom or an atomic group containing a zinc ion; 
followed by, if needed, deblocking. 
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9. (Amended) A production process as claimed in claim 7, wherein said deblocking is 
performed with the use of a thiol compound represented by the following formula (7): 

R 4 SH (7) 
wherein R 4 represents an optionally substituted alkyl group having 1 to 30 carbon atoms, an 
optionally substituted aralkyl group having 7 to 30 carbon atoms, or an optionally substituted aryl 
group having 6 to 30 carbon atoms; 

to give a compound represented by the formula (6) wherein P 2 is a hydrogen atom. 



1 1 . (Amended) A production process as claimed in claim 7, wherein said deblocking is 
performed with the use of a metal alkoxide to give a compound represented by the formula (6) 
wherein P 2 is a hydrogen atom. 




13. (Amended) A production process as claimed in claim 7, wherein a metal acetylide 
represented by the following formula (8); 



P 3 P 4 N 




(8) 



3 
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wherein M is as defined above; and P 3 and P 4 independently represent each a hydrogen atom or an 
amino-protective group, or P 3 and P 4 form together an amino-protective group; 
is used as said organic metal reagent represented by the formula (5) to give an optically active amino 
acid derivative represented by the following formula (9): 
*^C0 2 H 

P 5 P 6 N " 




NHP 2 (9) 



wherein P 5 and P 6 independently have the same meanings as P 3 and P 4 as described above; P 2 has 
the same meaning as P 2 as defined in the above formula (6); and * represents the position of an 
asymmetric carbon atom; or its salt as the compound represented by the formula (6). 



15. (Amended) A production process as claimed in claim 13, wherein P 3 and P 4 in the 
formulae (8) and (10) respectively represent a hydrogen atom and a benzyl group. 



19. (Amended) A production process as claimed in claim 16 or 17, wherein said deblocking 
is performed with the use of a thiol compound represented by the following formula (7): 

R 4 SH (7) 

wherein R 4 is as defined above; 

to give a compound represented by the formula (6) wherein P 2 is a hydrogen atom. 
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2 1 . (Amended) A production process as claimed in claim 1 6 or 1 7, wherein said deblocking 
is performed with the use of a metal alkoxide to give a compound represented by the formula (6) 
wherein P 2 is a hydrogen atom. 




23. (Amended) A production process as claimed in claim 16 or 17, wherein a metal 
acetylide represented by the following formula (8): 



P 3 P 4 N 




(8) 



wherein M, P 3 and P 4 are each as defined above; 

is used as said organic metal reagent represented by the formula (5) to give an optically active amino 
acid derivative represented by the following formula (9): 



P 5 P 6 N 




wherein P 2 , P 5 , P 6 and * are each as defined above; 

or its salt as the compound represented by the formula (6), 
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25. (Amended) A production process as claimed in claim 23, wherein P 3 and P 4 in the 
formula (8) respectively represent a hydrogen atom and a benzyl group. 



32. (Amended) A production process as claimed in claim 26 or 27, wherein ametal acetylide 
represented by the following formula (8): 

M 

P 3p4 N ' 

(8) 




wherein M, P 3 and P 4 are each as defined above; 

is used as said organic metal reagent represented by the formula (5) to give an optically active amino 
acid derivative represented by the following formula (9): 



P 5 P 6 N 




*/C0 2 H 



NHP 2 



(9) 



wherein P 2 , P 5 , P 6 and * are each as defined above; 

or its salt as the compound represented by the formula (6). 
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34. (Amended) A production process as claimed in claim 32, wherein P 3 and P 4 in the 
formula (8) respectively represent a hydrogen atom and a benzyl group. 




tJL 



38. (Amended) A production process as claimed in claim 35 or 36, wherein said deblocking 
is performed with the use of a thiol compound represented by the following formula (7): 

R 4 SH (7) 

wherein R 4 is as defined above; 



O to give a compound represented by the formula (6) wherein P 2 is a hydrogen atom. 



a 1 



IP j 40. (Amended) A production process as claimed in claim 35 or 36, wherein said deblocking 

is performed with the use of a metal alkoxide to give a compound represented by the formula (6) 
wherein P 2 is a hydrogen atom. 



TT 



42. (Amended) A production process as claimed in claim 35 or 36, wherein a metal 
acetylide represented by the following formula (8): 



P 3 P 4 N 




(8) 
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wherein M, P 3 and P 4 are each as defined above; 

is used as said organic metal reagent represented by the formula (5) to give an optically active amino 
acid derivative represented by the following formula (9): 



P 5 P 6 N 




wherein P 2 , P 5 , P 6 and * are each as defined above; 

or its salt as the compound represented by the formula (6). 



44. (Amended) A production process as claimed in claim 42, wherein P 3 and P 4 in the 
formula (8) respectively represent a hydrogen atom and a benzyl group. 



50. (Amended) A process for producing an optically active N-protected-aziridine-2- 
carboxylic acid represented by the following formula (3): 

N (3) 
P 1 



wherein P 1 and * are each as defined above; 
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or its salt characterized by comprising treating an optically active aziridine-2-carboxylic acid 
derivative represented by the following formula (2) which is produced by a method as claimed in 
claim 45 or 46: 

N (2) 
H 



wherein R 2 and * are each as defined above; 

with benzenesulfonyl chloride p substituted by nitro at the 2- and/or 4-positions followed by, if 
needed, ester hydrolysis. 




62. (Amended) A crystallization process as claimed in any of claims 57 to 59, wherein the 
reaction is performed in the coexistence of an organic solvent compatible with water. 

' 63. (Amended) A crystallization process as claimed in any of claims 57 to 59, wherein said 
compound represented by the formula (6) is an N-protected optically active amino acid derivative 
salt represented by the following formula (9): 



P 5 P 6 N 




6! 
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wherein P 2 represents a 2-nitrobenzenesulfonyl group or a 4-nitrobenzenesulfonyl group; and P 5 , P 6 
and * are each as defined above. 



67. (Amended) A crystallization process as claimed in claim 64 or 65, wherein the reaction 
is performed in the coexistence of an organic solvent compatible with water. 



68. (Amended) A crystallization process as claimed in claim 64 or 65, wherein said 
p compound represented by the formula (6) is an optically active amino acid derivative salt represented 
by the following formula (9): 




wherein P 2 represents a hydrogen atom; and P 5 , P 6 and * are each as defined above. 
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